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IN THE CLAIMS 



Claims 1-20 (canceled) 



21. (currently amended) A process for preparing acompound of Formula 1 




—R 5 



NH— R 5 



0) 



and their pharmaceutical acceptable or salts thereof , wherein RVR^ are independently of each 

r\f At * 
\J vl Ivl 

(i) a-G4_L a alkyl, straight chain or branched chain, optionally mono or 

* polysubstituted by OH, SH, NHb NHC^ > alkyl, N(C ^-alkyr)j , NHC^aryl, N(C ^ 
aa^^H^^ aUcyl)(C^ aryl), NHCOR V-NQj , CN, F, CI, Br, I, OC^ alkyl, OC ^ 
aryl, 0(CO)RV -S-C^ allcyl, S aryl, SOR ^r-SO^-SQ^ , OSO aG^ alkyl, OSO^ G^ 
aryl, (CS)R 4 , COOH, (CO)R^ mono , bi or tricyclic saturated or mono or polyunsaturated 
carbocycles having from 3 to 14 ring members, mono , bi or tricyclic saturated or mono or 
polyunsaturated heterocycles having from 5 to 15 ring members and from 1 to 6 heteroatoms, 
which are suitably N, O and S, where the aryl groups and the included carbocyclic and 
heterocyclic substituents can optionally be mono or polysubstituted by R ^ T 

(ii) Gg-n alkenyl, mono or polyunsaturated, straight chain or branched chain, 



optionally mono or polysubstituted by OH, SH, NFL, NHC^ alkyl, N(C ^-aikyl^ , NHC ^-m 
aryl, N(C ^^yl)ar-N(€^ alkyl)(C^ aryl), NHCOR ^V^Qj , CN, F, CI, Br, I, O 



alkyl, OSO j€s_/ 4 aryl, (CS)R , COOH, (CO)R , mono , bi or tricyclic saturated or mono or 
polyunsaturated carbocycles having from 3 to 14 ring members, mono , bi or tricyclic saturated 
or mono or polyunsaturated heterocycles having from 5 to 15 ring members and from 1 to 6 



alkyl, O C ^u- 




A-S-G^ alkyl, S C^ aryl, SOR 6 , S03H, SO jR* , OSO ^G. 
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h e t e roatoms, which ar e suitably N, O and S, wh e r e tho aryl groupo and th e includ e d 
oarbocyolio and heterocyclic substitu e nts for th e ir part can optionally b e mono or 
polysubstituted by R^ T 

mono , bi or tricyclic saturated or mono or polyunoaturated carbocycleo having 

from 3 to H ring members, 

optionally mono or polysubstituted by OH, SH, NH ar-MHG^ alkyl, N(C^s-alky±b 
-NHC- ^aryl, N(C^-aFy4) jr -N(€^-ateylX€^ aryl), NHCOR V-NQ A CN, F, CI, Br, I, 

-QSQiGj-t alkyl, OSOj G ^ niyl, (CS)R * , COOH, (CO)R 6 , mono , bi or tricyclic saturated or 
mono or polyunsaturated carbooycles having from 3 to H ring members, mono , bi or tricyclic 
saturat e d or mono or polyunsaturat e d hotorocycl e s having from 5 to 15 ring memb e rs and from 
1 to 6 hot o roatoms, which are suitably N, 0 and S, whore th o C^u aryl groups and th o includod 
carbocyclic and h e t e rocyclic substituents can optionally be mono or polysubstituted by R* ? 

— mono , bi or tricyclic saturated or mono or polyunsaturated heterocyoles having 
from 5 to 15 ring members and from 1 to 6 heteroatoms, which are suitably N, O and S, 
optionally mono or polysubstituted by OH, SH, NHs -NH€^ alkyl, N(€^-a4ky4) ar 44H€^ 
afy4H^6^^^T-^^-afey4){€ ^ aryl), NHCOR 6 , NO^, CN, F, CI, Br, I, 0 
ftftylr-Q-G ^ aryl, 0(CO)R 6 r -S^^-a4kyl r -S-€^-«yl r -SQR 6 , SOJ1, SOj RV-QgQ^ 
alkyl, OSO oG ^ aryl, (CS)R 6 , COOH, (CO)R^, mono , bi or tricyclic saturat e d or mono or 
polyunsaturated carbocyoles having from 3 to 11 ring mombers, mono , bi or tricyclic saturatod 
or mono or polyunsaturated hotorocycles having from 5 to 15 ring members and from 1 to 6 
heteroatoms, which are suitably N, O and S, where the C ^ u aryl groups and the included 
carbocyclic and heterocyclic substituents for their part can be optionally mono or 
polysubstituted by R 4 , oarbo or heterocyclic saturated or mono or polyunsaturated spirocyolos 
having from 3 to 10 ring members, where heterocyclic systems contains from 1 to 6 hotoroatoms, 
which arc suitably N, O and S, optionally mono or polysubstituted by OH, SH, NH^-NHG^ 
alkyir-N ^ olkylXb NHC^aryl, N(C^ -a^4) 3r -N(€^-ati^(G ^ aryl), NHCOR VNQ^ 
CN, F, CI, Br, I, O C^ alkyl, O C ^ aryl, 0(CO)R 6 7 -S-€^-a4kyl T -S-€^ 4 , aryl, SOR 6 , 
)aRVQSQ^ alkyl, OSO gG ^ aryl, (CS)R 6 , COOH, (CO)R 6 , mono , bi or 
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tricyolic saturated or mono or polyunsaturated carbocycles having from 3 to 1 4 ring members, 
mono 5 bi or tricyclic saturated or mono or polyunsaturated heterocyoles having from 5 to 15 
ring members and from 1 to 6 heteroatoms, which are suitably N, O and S, where the C^-aryl 
groups and the included carbocyclic and heterocyclic substituents can optionally be mono or 
polysubstituted by R ^ T 

RvR^ are hydrog e n or OH, where at least one of the two substituents must 
be OH; 

R *is H, OH, SH, NH j? NHC^ alkyl, N(G^ rikylk^^ 

alkylXG ^ aryl), NHCOR V-N€ b, CN, COOH, (CO)R ^ , (CS)R 4 , F, CI, Br, I, OC ^ 
alkyl, OC ^ aryl, 0(CO)R V^^ alkyl, S C^, aryl, SQRV -SQjR't 

R* is H, NH gr-NHG^ alkyl, N(C ^-*dkyl)^-Ni^^ 

aryl) O alkyl, O aryl, S alkyl, S C ^-aryly-G^ alkyl, straight chain or 
branched chain, alkenyl, mono or polyunsaturated, straight chain or branched chain, 
mono , bi or tricyclic saturated or mono or polyunsaturated carbocycles having from 3 to 1 4 
ring members, mono , bi or tricyclic saturated or mono or polyunsaturated heterocycles having 
from 5 to 15 ring members and from 1 to 6 heteroatoms, which are suitably N, 0 and S; 

A is either a bond, or CH2) m , (CH2) m (CB-CR) n ^G^ p ^Gm^ m , (C~0) , 

(C~S) , (ON Z) , 0 , S , NZ , where m and p are cardinal numbers from 0 to 3 and n is a 
cardinal number from 0 to 2, 

Z is H, or a C^u alkyl, straight chain or branched chain, C a^a alkenyl, mono or 

polyunsaturated, straight chain or branched chain, mono , bi or tricyclic saturated or mono or 
polyunsaturated carbocycles having from 3 to 1 4 ring members, mono , bi or tricyclic saturatod 



25316063.1 



4 




Application No.: 10/081^552 

or mono or polyunsaturated heterooycles having from 5 to 15 ring members and from 1 to 6 
heteroatoms, which are suitably N, O and S; 

B ' is e ither carbon or sulfur, or (S~0) ; 

D is oxygen, sulfur, CH? or N Z, where D can only be S or CH? if B is carbon; 

E is a bond, or (CH2) W , O , S , (N Z) , where m and Z have the same meanings as 

above; wherein 

R^ is pyridyl which may be optionally mono or polyunsubstituted which method compris e s 
converting a compound of claim 1 wherein R^ ^^H3p£ j -and^ is O R 7 in which R 7 4s-a 
leaving group 

R 1 is a straight or branched G un alkyl optionally substituted with phenyl or C rR cycloalkvl 
radical wherein the phenyl radical is optionally substituted with a halo, nitro, hydroxy, C l -a alkyl, 
C 1Z 4 alkoxy, or COOH; 

2 3 

R and R are each independently of each other hydrogen or an OH radical where at least one of 
R 2 and R 3 are -OH; 

R 5 is a pyridyl radical substituted with at least one halogen radical and is optionally further 



Aris a bond, C=0, or a CHOH radical or a pharmaceutically acceptable salt thereof 
which method comprises Wverfiftg a compound of formula (I), wherein R 2 or R 3 or R 2 and R : 



leaving group selected from alkyl, cycloalkyl, arylalkyl, arvl acyl alkoxycarbonvl, 
aryloxycarbonyl, aminocarbonyl, N-substituted aminocarbonyl, silyl and sulfonyl group . 
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22. (canceled) 

23. (canceled) 

24. (canceled) 

25. (canceled) 

26. (previously presented) The method of claim 2 1 , wherein R 5 is substituted with one 
or two halogens. 

27. (canceled) 

28. (new-corresponds to former claim 21 before this amendment) A process for 
preparing a compound of Formula 1 




or a salt thereof, wherein R 1 , R 5 are independently of each other 

(i) a Ci.12 alkyl, straight-chain or branched-chain, optionally mono- or 
polysubstituted by -OH, -SH, -NH 2 , -NHC y _ 6 alkyl, -N(Cm alkyl) 2 , -NHC 6 ^ aryl, -N(C 6 , J4 
aryl) 2 , -N(C M alkyl)(Q_/, aryl), -NHCOR 6 , -N0 2 , -CN, -F, -CI, -Br, -I, -0-C ; _ 6 alkyl, -0-C 6 _ J4 
aryl, -0(CO)R*, -S-C/_ 6 alkyl, -S-C 6 . J4 aryl, -SOR 6 , -SO3H, -S0 2 R 6 , -OS0 2 C/. 6 alkyl, -OS0 2 Q_/, 
aryl, -(CS)R*, -COOH, -(CO)R 6 , mono-, bi- or tricyclic saturated or mono- or polyunsaturated 
carbocycles having from 3 to 14 ring members, mono-, bi- or tricyclic saturated or mono- or 
polyunsaturated heterocycles having from 5 to 15 ring members and from 1 to 6 heteroatoms, 
which are suitably N, O and S, where the C 6 . 4 aryl groups and the included carbocyclic and 
heterocyclic substituents can optionally be mono- or polysubstituted by R', 

(ii) -C 2 _/ 2 alkenyl, mono- or polyunsaturated, straight-chain or branched-chain, 
optionally mono- or polysubstituted by -OH, -SH, -NH 2 , -NHC/_ 6 alkyl, -N(C/. 6 alkyl) 2 , -NHC^ 
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aryl, -N(C W < aryl) 2 , -N(C M alkyl)(Q_ y , aryl), -NHCOR 6 , -NO* -CN, -F, -CI, -Br, -I, -0-C y . d 
alkyl, -0-Q_/, aryl, -0(CO)R*, -S-C M alkyl, -S-C*_ y , aryl, -SOR 6 , -S03H, -S0 2 R*, -OS0 2 C y . 6 
alkyl, -OS0 2 C 6 _ y , aryl, -(CS)R 6 , -COOH, -(CO)R 6 , mono-, bi- or tricyclic saturated or mono- or 
polyunsaturated carbocycles having from 3 to 14 ring members, mono-, bi- or tricyclic saturated 
or mono- or polyunsaturated heterocycles having from 5 to 15 ring members and from 1 to 6 
heteroatoms, which are suitably N, O and S, where the C 6 . /4 aryl groups and the included 
carbocyclic and heterocyclic substituents for their part can optionally be mono- or 
polysubstituted by R* 

(iii) mono-, bi- or tricyclic saturated or mono- or polyunsaturated carbocycles having 
from 3 to 14 ring members, 

optionally mono- or polysubstituted by -OH, -SH, -NH 2 , -NHC/. 6 alkyl, -N(C y . 6 alkyl) 2 , 
^ -NHC 6 .„ aryl, -N(C W < aryl) 2 , -N(C,_ d alkyl)(Q_ y , aryl), -NHCOR 6 , -N0 2 , -CN, -F, -CI, -Br, -I, 
£^ -0-C/., alkyi;-0-C 6 _/, aryl, -0(CO)R*, -S-C/.* alkyl, -S-C 6 . l4 aryl, -SOR 6 , -SOjH, -S0 2 R 6 , 

-OS0 2 C« alkyl, -OS0 2 Q. y , aryl, -(CS)R 6 , -COOH, -(CO)R 6 , mono-, bi- or tricyclic saturated or 
mono- or polyunsaturated carbocycles having from 3 to 14 ring members, mono-, bi- or tricyclic 
saturated or mono- or polyunsaturated heterocycles having from 5 to 15 ring members and from 
1 to 6 heteroatoms, which are suitably N, O and S, where the C 6 . }4 aryl groups and the included 
carbocyclic and heterocyclic substituents can optionally be mono- or polysubstituted by R*, 

(iv) mono-, bi- or tricyclic saturated or mono- or polyunsaturated heterocycles having 
from 5 to 15 ring members and from 1 to 6 heteroatoms, which are suitably N, O and S, 
optionally mono- or polysubstituted by -OH, -SH, -NH 2 , -NHC/_<s alkyl, -N(C y . 6 alkyl) 2 , -NHC<j. y , 
aryl, -N(C 6 . /4 aryl) 2 , -N(Q_ 6 alkyl)(C<w, aryl), -NHCOR 6 , -N0 2 , -CN, -F, -CI, -Br, -I, -O-C^ 
alkyl, -0-Q./, aryl, -0(CO)R 6 , -S-C y _, alkyl, -S-C 6 _y, aryl, -SOR 6 , -SOjH, -S0 2 R 6 , -OS0 2 C A6 
alkyl, -0S0 2 C<w, aryl, -(CS)R 6 , -COOH, -(CO)R 6 , mono-, bi- or tricyclic saturated or mono- or 
polyunsaturated carbocycles having from 3 to 14 ring members, mono-, bi- or tricyclic saturated 
or mono- or polyunsaturated heterocycles having from 5 to 15 ring members and from 1 to 6 
heteroatoms, which are suitably N, O and S, where the C 6 . j4 aryl groups and the included 
carbocyclic and heterocyclic substituents for their part can be optionally mono- or 
polysubstituted by R^, -carbo- or heterocyclic saturated or mono- or polyunsaturated spirocycles 
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having from 3 to 10 ring members, where heterocyclic systems contains from 1 to 6 heteroatoms, 
which are suitably N, O and S, optionally mono- or polysubstituted by -OH, -SH, -NH 2 , -NHCy^ 
alkyl,.-N(C M alkyl) 2 , -NHC*/, aryl, -N(Qw< aryl) 2 , -N(C/. 6 alkyl)(C 6 _„ aryl), -NHCOR*, -N0 2 , 
-CN, -F, -CI, -Br, -I, -0-C M alkyl, -0-C 6 . l4 aryl, -0(CO)R*, -S-Cj_ 6 alkyl, -S-C 6 _ J4 , aryl, -SOR 6 , 
-S03H, -S0 2 R 6 , -OS0 2 C/. 6 alkyl, -OS0 2 Q_/, aryl, *(CS)R tf , -COOH, -(CO)R 6 , mono-, bi- or 
tricyclic saturated or mono- or polyunsaturated carbocycles having from 3 to 14 ring members, 
mono-, bi- or tricyclic saturated or mono- or polyunsaturated heterocycles having from 5 to 15 
ring members and from 1 to 6 heteroatoms, which are suitably N, 0 and S, where the C 6 _ }4 aryl 
groups and the included carbocyclic and heterocyclic substituents can optionally be mono- or 
polysubstituted by R*, 

are hydrogen or -OH, where at least one of the two substituents must 

be -OH; 

R* is -H, -OH, -SH, -NH 2 , -NHC/. 6 alkyl, -N(C/. 6 alkyl)* -NHC 6 .„ aryl, -N(C 6 .„ aryl) 2 , -N(C M 
alkyl)(C fi ./< aryl), -NHCOR 6 , -NO* -CN, -COOH, -(CO)R 6 , -(CS)R 6 , -F, -CI, -Br, -I, -0-C,. 6 
alkyl, -0-C 6 . l4 aryl, -0(CO)R 6 , -S-C M alkyl, -S-C 6 . l4 , aryl, -SOR 6 , -S0 2 R 6 . 

R 6 is -H, -NH 2 , -NHC/. 6 alkyl, -N(C/. 6 alkyl) 2) -NHC 6 . /4 aryl, -N(C 6 . I4 , aryl) 2 , -N(C M alkyl)(Q.„ 
aryl) -0-C/. 6 alkyl, -0-C 6 . N aryl, -S-C/. 6 alkyl, -S-C 6 . /4 aryl, -C,., 2 alkyl, straight-chain or 
branched-chain, -Q2-12 alkenyl, mono- or polyunsaturated, straight-chain or branched-chain, 
-mono-, bi- or tricyclic saturated or mono- or polyunsaturated carbocycles having from 3 to 14 
ring members, -mono-, bi- or tricyclic saturated or mono- or polyunsaturated heterocycles having 
from 5 to 15 ring members and from 1 to 6 heteroatoms, which are suitably N, 0 and S; 

A is either a bond, or -CH2) m - , -(CH2) m -(CH=CH)„-(CH 2 ) p -, -(CHOZ) OT - , -(C=0)-, 
-(C=S)-, -(C=N-Z)-, -0-, -S-, -NZ-, where m and p are cardinal numbers from 0 to 3 and n is a 
cardinal number from 0 to 2, 
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Z is H, or a C7-/2 alkyl, straight-chain or branched-chain, C 2 -u alkenyl, mono- or 
polyunsaturated, straight-chain or branched-chain, mono-, bi- or tricyclic saturated or mono- or 
polyunsaturated carbocycles having from 3 to 14 ring members, mono-, bi- or tricyclic saturated 
or mono- or polyunsaturated heterocycles having from 5 to 15 ring members and from 1 to 6 
heteroatoms, which are suitably N, O and S; 

B is either carbon or sulfur, or -(S=0)-; 

D is oxygen, sulfur, CH 2 or N-Z, where D can only be S or CH 2 if B is carbon; 

E is a bond, or (CH2) m -, -0-, -S-, -(N-Z)-, where m and Z have the same meanings as 
above; wherein 

R 5 is pyridyl which may be optionally mono or polyunsubstituted which method comprises 
converting a compound of formula 1 to another compound of formula 1 wherein R 2 or R 3 , or R 2 
and R 3 is -O-R 7 by removing the R 7 ' wherein R 7 is a leaving group. 

29. (new-corresponds to former claim 22) The process of claim 28, wherein said 
leaving group is selected from the group consisting of alkyl, cycloalkyl, arylalkyl, aryl, 
heteroaryl, acyl, alkoxycarbonyl, aryloxycarbonyl, aminocarbonyl, N-substituted aminocarbonyl, 
silyl, sulfonyl and a complexing agent. 

30. (new-corresponds to former claim 23) The process of claim 29, wherein said 
complexing agent is a compound of boric acid or phosphoric acid, or a compound containing a 
covalently bonded metal. 

3 1 . (new-corresponds to former claim 24) The process of claim 30, wherein said metal 
is zinc, aluminum, or copper. 

32. (new-corresponds to former claim 26) The method of claim 28, wherein R 5 is 
substituted with one or two halogens. 
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